p^MAY. -.7.2003 
















- JK 


T 5 4 0 — 000 1 


• - . 


^M^figrP^EMB IT g 2 # 2 7 ^ 
. »7-l 5 HT 0j^^#fF^ 



PCT/ J P 0 3/0 5.0 2 4 



Rec^GT/PTO 19 OCT 2004 

P C T 



.cpcTaai.2 5. i] 



S A 2 0 2 





58i£H (B. 

0 6. 0 5. 0 3 


<r>9Mi&^ SO049PCT 




PCT/J P O 3/0 5 O 2 4 


m^mms <b.j5. 

18. 0 4. 0 3 


ffiSfcB (B. ^. 

2 3.04.0 2 


flilKA 



• ' 06 B 0 5^.03 # @gg)B) 



27 □ ii*JB¥UcHu;^ 

.3 : . • aismf^Mn '. 

4. .3©Jifc«©^i;fcfc, HI»*»«&tf±IBi©^i A^ilfflSns«^K:ttgm/fK:^#Lfc. 











B ' * m ft SF Jr ' (I S A/J P) 


» fF 




1 1!" 


IMS#-§- 100-8915 TELO 3 - 3 5 9 2 - 1 3 0 8 








b *mm^fi5 fftfflet^BssT a 4 $ 3 









BEST AVAILABLE COPV 



EV270263891US 



3S<fA B*Btttt/f ' (BRHMEttH) 



m "ff ts ^ « *> 



Red 



■ Oj* 3SS8 

■ T 5 4 0.-6 0 1 5 

'. Jti»*E*f*K(6*lTI'2#2 7* 
. . * 'J !7- 1 5 --0J*?IJR#Bf*«3f 



IS 



Ky JUN. 25.2QQ3 j! 




PCT 

■ (ifeltffafliM^i*) 

CPCTmi'144.1] 





;24;06.03 




USAXfiftMA" 

SO0 4 9PCT 


^*©«H*toV^Tfi, TIB 1 XtM £r#l«L 


; P : CT/JP0 3/0 5 0 24 . ; 


(H. ; 18. 0 4. 0 3 





PCT 1 9*fl!>*3fefc*^<«jE»Jtr«ttM»«>»ffl 

ire— sg^com^ 

The International Bureau of WIPO 
34, chemin des Colorabettes 
1211 Geneva 20, Switzerland 
Facsimile No. : (41-22)740.14.35 

3. □ mmtmimi 4& (pct^iu4o.2) KaifeirsiiAq^s^ tts«AKrr 

— ssfti 1 * w t fe*«>5 tu^A^nt^ t k t> ^ b»**»— art- bfc 0 

4. ^(Dfi : \.ffiJHA«ftto^aS-r5-"i 0 - 

■ #W B*ffiBXtt«jte*0±!to l^t/90O2/3ic^H*tb^$tV"CV>S X 

\.BK^M^*»Wfc*«a*ST^^ . 

'■ *6te©»£»mcoV*Ttt. 1 9^^rt(c:g^{iSSO|f3^S^^m$^4v^^^>b^ 3-0/3 <E> (fc.SVMi 
•«*PCT/IB/301<of*JR«atr'#» o ©^Ojt^/rT5i^$tt6ffl^P*ffl^ov>rtt. PCTffiiA^L 





0*S^ff/T (ISA/JP) 
. §&^#-*§- 1 0 0-8 9 1 5 


jess 

# if. jf * <■ 

«1S«# 0 3-3 5 8 1 - 1 1 0 1 rtH 


4 P 


9 8 3 7 


1 3 4 9 2 



SIS;PCT/I S A/2 2 0 



(2 0 0 2^4M) 



BEST AVAILABLE COPY ev 2 7026389ius 



^2 2^ (2) ^^-r^>WF^^SbT< fc£v\, 

Xffc (D ^ b Off* l£ O V ^ T 

t 1 0 0-0 0 1 3 I,t$fftfflEi^|3TI-4#3'f (#WJtJx#2^) 

BaKSB TEL 03-3581-1101 rt^3811~2 
l^n^l MSB TEL 03—3581—1101 FW3831~3 

(1) (^ffitf^ • IE) .4HRK:oV>-C'ttu ;TlB<D^^P^fBL-r< 

f 1 3 5 - 0 0 1 6 M^UKM^m^ - 1-7 fe0tV^ 
TEL 0 3 ■ 3 5 0 8 ~~ 2 3 1 3 



BEST AVAILABLE COPY 



I^PCT/I SA/2 2 0Ot% 



^<Dffin&, PCT1 9*o«£K:X^<ra:E«<D»UfcMr 
te. «#*sig^s*b^ 0 »a*««lcov^Ttt, WI POOffiK6ft^*>SPCTWHA^5lt>#B8i"*C^o. 

pct i 9&<DM&izm<5<ffiiE&<nmmKM-rz>f%7? 

fc*:E»&^Bi-S- £*#3r**^;XttB^ MP CT l 

P C 1 1 9 ftojfi^ ia 0 !»*©«lioWI]Et 5 ^ ^T** 5^- 

#5.,; \ • • • - . * : " ' " '■ 

'BtogMK&frt&K. PCT28* RliPCT4l^) ol^ta.^ \ BBffiJH^^roffl^SrMjEi-S-c-i:^. 

. *E#*4." SBI*8S^^lcSttS-c#, Sa»/rXI4B^*^B^ttJiWCrr4^tfftv^ (PCT«ai46.2) 

-ftrtft«fte>4V> (P-C.TH*»BJ»205#(W) o 
. >*Ef4'BB.^H9«lS-etT5o .... . . 

#ffl-(PCTH2fe*ffliim205^(b)) ; " 

•IBteBIRfflKXtWfijE £ *tfcW**>«H <h i: fe-fc^B **t* - £ ttftv^ C ti% r p c T 1 9 ^ (1) Ic*3fei»-«K8I3 

#5 0 ) ■ *L4rtjh,«4bfcv\, 

(i) w<o»*<oJ6BttaEXU*v^ 
Cii) r©«*0»SlttB!l»t5. 
(iii) r<o«*o»SBliiiaDt?*>^o 

(iv) c^B*<o«B«:m«*o 1 a±<oM*©«Bi»lSt5; 
(v) ^<0«*o«6BttWJS^^§f*OttB^fiJ(Ote*-c*>-5. 



i^PCT/ISA/2 2 0(Dl% (SIM) (2 00 2^4^) 

BEST AVAILABLE COPY 



il^PCT/I SA/2 2 0<om^ 



"»*OttHl-2 9v 3 1, 3 2. 3 4, 3 5. 3 7 - 4 8 «tt\ h t ^*jE* tl/fc»*<P»ffl S 

2. [M*<OfiH^«0*|jEJcJ:<>-CBI*«>ttHI<0««AS 1 5 1 ' 1 lc*ofc*g\| : • 
a it*GD®Hl-i 5«tt. : «]EStLfcl«*cot8Hl- l 

3. 08»*oJ&BO«Sj&U 4^,.«^ : 
"H*<offiH l - 6 AT* l 4*ttKJE4U'«*^>tRBI7-.l.3riM». Sf.fclc»*<o$5H l 5, 1'6&IM 7« 

a «*oeffl'7 -13 fiBUSfe *rfctc«#<DttH 15; 16W 1 7 Jg£ri&&D 0 *'©te©*T©»*o«BHrMHE 
^ Co w 

.4. [#«<0*:Ej&S 

a m&<D&mi - 1 o«w:ag3E*u «*©isii.i-i3, 1 skim 9 brum*. it*<o$6B"i 4. isw 



;.. B PCTl-9'ft(l)Oj8)lti^<RWr ■ (PCTTO6.4). ' 

™iBB&i^ 



PCT1 9.*o«^iS^< *t£»Xtf»^ 

■:-^'«*aE«Hict«a^s.i^dsa^uv> (pct^iuss. 3(a), 62.20031 ix*&m) <> mmasRrNtssg*** . 

. (PCT/I PEA/4 0 1) <Z>&jMM*JB. ■ . . . 



«5t PCT/I SA/2 2 O0>«%" (»2ffi«) (200 2^4^) 

BEST AVAILABLE COPY 



Rec'dftpTO 19 OCT 2004 



INTERNATIONAL SEARCH REPORT 



Internationa] application No. 

PCT/JP03/05024 



A. CLASSIFICATION OF SUBJECT MATTER 

Int. CI 7 C07D487/04, A61K31/519, 31/5377, A61P9/00, 9/10, 9/12, 
11/00, 27/02, 29/00, 43/00 

According to International Patent Classification (IPC) or to both national classification and IPC 



B. FIELDS SEARCHED 



Minimum documentation searched (classification system followed by classification symbols) 

Int. CI 7 C07D487/04, A61K31/519, 31/5377, A61P9/00, 9/10, 9/12, 
11/00, 27/02, 29/00, 43/00 



Documentation searched other than minimum documentation to the extent that such documents are included in the fields searched 



Electronic data base consulted during the international search (name of data base and, where practicable, search terms used) 
CAPLUS(STN) / CAOLD(STN), REGISTRY (STN) , MEDLINE ( STN) , BIOSIS(STN), 
EMBASE(STN) , 



C DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



X 
Y 



X 



ELWORTHY, T . R. , "N-Arylpiperazinyl-N 1 -propylamine 
Derivatives of Heteroaryl Amides as Functional 
Uroselective <SYM97>1 -Adrenoceptor Antagonists", 
Journal of Medicinal Chemistry, 1997, Vol.40, 
No. 17, pages 2674 to 2687 

TAKAMIZAWA, A., "Studies on Pyrimidine derivatives 
and related compounds. LIX. Syntheses of 2,3- 
dihydro-lH-pyrazolo [5,1 -b] purin-2 -ones " , Chemical 
& Pharmaceutical Bulletin, 1968, Vol-16, No. 11, 
pages 2195 to 2199 



1-3, 6,7,14 
15-20,24-26 



1-3,6-8, 
13-20,24-26 



fx] Further documents are 1 isted in the continuation of Box C. (^] See patent family annex. 



* Special categories or cited documents: 

"A" document defining the general stale of the art which is not 

considered to be of particular relevance 
"E" earlier document but published on or after the international filing 

date 

"L" document which may throw doubts on priority clairn(s) or which is 
cited to establish the publication date of another citation or other 
special reason (as specified) 

"O" document referring to an oral disclosure, use, exhibition or other 
means 

"P" document published prior to the international filing daic but later 



later document published after the international filing date or 
priority date and not in conflict with the application but cited to 
understand the principle or theory underlying the invention 
document of particular relevance; the claimed invention cannot be 
considered novel or cannot be considered to involve an inventive 
step when the document is taken alone 

document of particular relevance; the claimed invention cannot be 
considered to involve an inventive step when the document is 
combined with one or more other such documents, such 
combination being obvious to a person skilled in the art 
document member of the same patent family 



Date of the actual completion of the international search 
11 June, 2003 (11.06.03) 


Date of mailing of the international search report 
24 June, 2003 (24.06.03) 


Name and mailing address of the ISA/ 

Japanese Patent Office 

Facsimile No. 


Authorized officer 
Telephone No. 



Form PCT/ISA/210 (second sheet) (July 1998) 



EV2 70263 891 US 



INTERNATIONAL SEARCH REPORT 



Internationa) application No. 

PCT/JP03/05024 



C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



X 
Y 



X 
Y 



X 
Y 



X 
Y 



GB 1568962 A {BEECHAM GROUP LTD.), 
11 June, 1980 (11.06.80) 



& 


BE 


847698 Al 


& 


FR 


2329279 Al 


& 


AT 


356813 B 


& 


AT 


7608009 A 


& 


CA 


1093551 A 


& 


DK 


7604927 A 


& 


NO 


7603695 A 


& 


NL 


7612073 A 


& 


SE 


7612082 A 


& 


AU 


508264 B 


& 


AU 


7419164 A 


& 


PL 


110478 Bl 


& 


PL 


110458 Bl 


& 


FI 


7603112 A 


& 


JP 


52-077081 A 


& 


CH 


629209 A 


& 


ES 


462782 Al 


& 


AT 


350725 B 


& 


AT 


7802859 A 


& 


IL 


50797 A 



GB 1579362 A (BEECHAM GROUP LTD.), 

19 November, 1980 (19.11.80), 

& US 4166817 A & FR 2383950 Al 

& JP 53-121789 A & DE 2811483 Al 

US 2002/132826 A (LEVIN J.I.)/ 
19 September, 2002 (19.09,02), 
(Family: none) 

US 2001/46989 A (AMERICAN CYAN AM ID CO.), 
2 9 November, 2001 (29.11.01), 
& US 6548524 B2 

US 2001/25047 A (AMERICAN CYANAMID CO.), 

27 September, 2001 (27.09.01), 

& US 6498167 B2 & US 6228869 Bl 

WO 99/18076 Al (AMERICAN CYANAMID CO.), 
15 April, 1999 (15.04.99) , 
& CA 2303449 A & AU 9869685 A 

& EP 1021413 Al & BR 9812727 A 

& NO 2000001755 A 

WO 01/90101 Al (AVENTIS PHARMACEUTICALS PRODUCTS 
INC.), 

29 November, 2001 (29.11.01), 

& EP 1296972 Al & BR 2001011206 A 

& NO 2002005601 A 

WO 02/28820 Al (MERCK PATENT GMBH), 
11 April, 2002 (11.04.02), 

& FR 2815030 Al & AU 2001089891 A 

WO 02/024613 A2 (PFIZER PRODUCTS, INC.), 

28 March, 2002 (28.03.02), 

& WO 02/024613 A3 & US 2002/137961 A 

& US 6541473 B2 

WO 99/10313 Al (F. HOFFMANN-LA ROCHE A.-G.), 
04 March, 1999 (04.03.99), 

& BR 9811988 A & JP 2001-514163 A 

& US 6455550 Bl 



1-3,6,7,14 
15-20,24-26 



1-3,7,14 
15-20,24-26 



1-3,6, 14-20, 
24-26 



1,2,6,14-20, 
24-26 



1,2,6,14-20, 
24-26 



1,2,6,14 
15-20,24-26 



1,2,14-20, 
24-26 



1,2,5,9-12, 
14-20,24-26 



1,2,14 
15-20,24-26 



1,2,5,9-12, 
14-20,24-26 



Form PCT/ISA/2 10 (continuation of second sheet) (July 1998) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP03/05024 



C (Continuation). DOCUMENTS CONSIDERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



X 
Y 



X 
Y 



X 
Y 



US 6229011 Bl (F. HOFFMANN-LA ROCHE A.-G.), 
08 May, 2001 (08.05.01), 

& AU 9892620 A 
& EP 1005445 Al 
& JP 2001-514162 A 
& WO 99/10312 Al 



& CA 2301377 A 

& AO 739511 B 

& BR 9811730 A 

& NZ 502813 A 

& NO 2000000841 



BARTROLI, J., "New Azole Antifungals. 2. Synthesis 
and Antifungal Activity of Heterocyclecarboxamide 
Derivatives of 3-Amino-2-aryl-l-azolyl-2-butanol M , 
Journal of Medicinal Chemistry, 1998, Vol.41, No. 11, 
pages 1855 to 1868 

WO 99/59526 A2 (SMITHKLINE BEECHAM CORP.), 

25 November, 1999 (25.11.99), 

& WO 99/59526 A3 & CA 2332531 A 

& EP 1067894 A2 & JP 2002-515411 A 

& US 6518267 Bl 

US 5888941 A (J. URIACH & CIA. S.A.), 
30 March, 1999 (30.03.99), 
& JP 10-507205 A & 
& ES 2107376 Bl & 
& ES 2112774 Al & 
& CA 2201478 A & 
& EP 783502 Al & 
& NO 9701471 A 



ES 2107376 Al 
BR 9606546 A 
ES 2112774 Bl 
AU 9667889 A 
WO 97/05131 Al 



US 5478838 A (YOSHITOMI PHARMACEUTICAL INDUSTRIES, 
LTD . } , 

26 December, 1995 (26.12.95), 
& WO 93/05021 Al . & EP 641781 Al 

& CA 2117096 C & ES 2148179 T3 

& JP 05-194401 A & JP 06-041080 A 

US 4918074 A (YOSHITOMI PHARMACEUTICAL INDUSTRIES, 
LTD.), 

17 April, 1990 (17.04.90), 

& JP 60-193990 A & JP 60-246387 A 

& JP 62-077387 A & JP 62-270584 A 

US 4992442 A (POLA CHEMICAL INDUSTRIES, INC.), 

12 February, 1991 (12.02.91), 

& EP 369145 A2 & JP 02-275882 A 

& CA 1330079 A & ES 2088882 T3 

& CN 1041943 A 

JP 07-267960 A (Lederle (Japan), Ltd.), 
17 October, 1995 (17.10.95), 
(Family: none) 



1,2,5,9-12, 
14-20,24-26 



1,2,14 
15-20,24-26 



1;2,14 
15-20,24-26 



1,2,8,13,14 
15-20,24-26 



1,2, 14-20, 
24-26 



1, 14-20, 
24-26 



1,14-20, 
24-26 



1,14-20, 
24-26 



Form PCT/ISA/210 (continuation of second sheet) (July 1998) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP03/05024 



C (Continuation). DOCUMENTS CONS! DERED TO BE RELEVANT 



Category* 



Citation of document, with indication, where appropriate, of the relevant passages 



Relevant to claim No. 



X 
Y 



X 
Y 



X 
Y 



X 
Y 



NOVINSON, T., "Synthesis and antifungal properties 
of certain 7-alkylaminopyrazolo [1 , 5-a] pyrimidines" , 
Journal of Medicinal Chemistry, 1977, Vol.20, No. 2, 
pages 296 to 299 

MUSTAZZA, C, "Synthesis of pyrazolo [1 , 5-a] 1,2, 
4-triazolo (1, 5-a] - and imidazo ( 1 , 2-a ] pyrimidines 
related to zaleplon, a new drug for the treatment of 
insomnia", Journal of Heterocyclic Chemistry, 2001, 
Vol.38, No. 5, pages 1119 to 1129 

Chem.Abstr., Vol.54, Nos.l to 3, 1960, pages 2332 
to 2334, abstract No . 54 : 23321-54 : 2334 f, CHECCHI, S., 
"Derivatives of 5-aminopyrazole . IV. Synthesis of 
heterocyclic derivatives", Gazzetta Chimica. 
Italiana, Vol.87, 1957, pages 597 to 614 

Chem.Abstr., Vol.52, Nos . 3 to 4, 1958, page 2021, 
abstractNo. 52:2021f-i, CHECCHI, S., "5-Aminopyrazole 
derivatives. III.. Acids of pyrazopyrimidine, 
pyrazopyridone, pyrazopyridine , and some 
derivatives", Gazzetta Chimica Italiana, Vol.86, 
1956, pages 631 to 645 

JP 2001-302666 A (Nissan Chemical Industries, 
Ltd . ) , 

31 October, 2001 (31.10.01), 
(Family: none) 



1,14-20, 
24-26 



1,14-20, 
24-26 
15-20,24-26 



1,2,4 
14-20,24-26 



1,2,4 
14-20,24-26 



14-20,24-26 



Form PCT/ISA/2 10 (continuation of second sheet) (July 1998) 



INTERNATIONAL SEARCH REPORT 



Internationa) application No, 

PCT/JP03/05024 



Box I Observations where certain claims were found unsearchable (Continuation of item 2 of first sheet) 



This international search report has not been established in respect of certain claims under Article I7(2X») for Ihe following reasons: 

1. [x] ClaimsNos.: 21-23 

because they relate to subject matter not required to be searched by this Authority, namely: 
Claims 9-12 pertain to a method for treatment of the human body by therapy 
and thus relate to a subject matter for which this International Searching 
Authority is not required, under the provisions of Article 17(2) (a) (i) of 
the PCT and Rule 39.1 (iv) of the Regulations under the PCT, to make an 
international search. 

2. [x] ClaimsNos,: 1-26 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 
(See extra sheet) 



3. Q ClaimsNos.: 

because they arc dependent claims and arc not drafted in accordance with the second and third sentences of Rule 6.4(a). 



Box II Observations where unity of invention is lacking (Continuation of item 3 of first sheet) 



This International Searching Authority found multiple inventions in this international application, as follows: 



1 . |~ [ As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 

claims. 

2. As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 
of any additional fee. 

3. r~j /\s on |y some of the required additional search fees were timely paid by the applicant, this international search report covers 

only those claims for which fees were paid, specifically claims Nos.: 



4. No required additional search fees were timely paid by the applicant. Consequently, this international search report is 

restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 



Remark on Protest The additional search fees were accompanied by the applicant's protest. 

[ | No protest accompanied the payment of additional search fees. 



Form PCT/IS A/2 10 (continuation of first sheet (I)) (July 1998) 



INTERNATIONAL SEARCH REPORT 



International application No. 

PCT/JP03/05024 



Continuation of Box No. 1-2 of continuation of first sheet (1) 

The subject matters of claims 1-26 are a compound represented by the 
general formula (I), a medicine containing the compound as an active 
ingredient, etc. However, a compound having pyrazolo [1, 5-a] pyrimidine, 
which is the basic skeleton of that compound, is known because it is 
disclosed in the document (JP, 2001-302666 A (Nissan Chemical Industries, 
Ltd.) 2001.10.31), etc. It cannot hence be said that the chemical 
structures of the compounds of the invention have a common novel basic 
skeleton. Consequently, one invention cannot be clearly grasped from 
the claims, which describe such compounds. 

On the other hand, a search was made through prior-art documents in 
view of the contents of the description. In part of the search, many 
compounds falling within the scope of the claimed compounds were found. 
In addition, the claims include statements, such as "optionally 
substituted" and "prodrug, " which are unclear as to what structure of 
compound is implied. It is hence virtually impossible to thoroughly 
investigate and show ail the documents in which those compounds are given. 

The subject matters of claims 14-26 are a medicinal application, etc. 
However, the matters which are supported by the description in the meaning 
of Article 6 of the PCT and are disclosed in the meaning of Article 5 
of the PCT are limited only to NAD(P)H oxidase inhibitory activity. 

Therefore, claims 1-26 and the description do not comply with the 
given requirements to such a degree that a meaningful international search 
can be made . 

Additionally, in this international search report, a search was made 
within the range of a reasonable burden. 
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